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AB P-aminomethylbenzoyl amino acids Rl-if-NR2CHR4-Ar- 

CONR3CR5R6-X-Z [Ar = (un) substitute^/ 1 , 4 -phenylene or -heteroarylene ; 

L — 

CO, 0C0, NHCO or substituted imino£arbonyl , S02, P(0)OH or esters, 
COCO; X 

=.a bond, CH2 or substituted methylene; Z = C02H or esters or amides, 
P03H2, PH(0)OH, S(0)rnOH or thei/ esters (m = 0-2), 5-tetrazolyl ; Rl 
(un) substituted alkyl, alkenyl / alkynyl , Cy (Cy = cycloalkyl, 
heterocyclyl, aryl, heteroaryl/) , Cy-alkyl, -alkenyl, or -alkynyl; R2 = 



H, 
cy; 



(un) substituted alkyl, Cy, Cfr-alkyl; R3 = H, ( un) substituted alkyl or 



R4 = H or Rl; or R4 is joi/ed to Ar at the ortho position; R5, R6 = H, 
alkyl, alkenyl, alkynyl, /p, etc.] were prepared as antagonists of 

VLA-4 

and/or a4p7 and as such/are useful in the inhibition or 
prevention of cell adhorsion ' and cell-adhesion mediated pathologies. 

Thus, 

N- [4 - [ [ (3, 5-dichlorobfenzenesulfonyl) amino] methyl] benzoyl ] -L-4- 
f luorophenylalanine //as prepared by coupling of 

N-Fmoc-4-aminomethylbenzZic 

acid (Fmoc = f luor/nylmethoxycarbonyl ) with L-4-f luorophenylalanine 
tert-Bu ester, followed by deprotection, sulf onylation with 
3, 5-dichlorophenyisulfonyl chloride, and ester cleavage. 
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OTHER SOURCE(S): MARPAT 122:133849 

IT 160938-84-1P, Methyl 5-aminomethyl-2-f uroate hydrochloride 
160938-85-2P 160938-87-4P 160938-88-5P 
160938-89-6P 160938-91-0P 160938-93-2P 
160938-94-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as intermediate for cyclopeptide derivative 
antithrombotic) 



RN 
CN 



160938 T 84-1 CAPLUS 

2-Furancarboxylic. acid, 5- (aminomethyl) -, methyl ester, hydrochloride 
(9CI) (CA INDEX NAME) 




HC1 
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RN 160938-85-2 CAPLUS 

CN 2-Furancarboxylic acid, 

5- [ [ [ (1, 1-dimethylethoxy) carbonyl] amino] methyl ] - 
(9CI) (CA INDEX NAME) 

#\ > fs 



CH2-NHV- C~ OBu-t 



RN 160938-87-4 CAPLUS 

CN Methanone, ( 4-nitrophenyl ) phenyl-, O- [ [ 5- (aminomethyl ) -2- 

furanyl] carbonyl] oxime, mono ( trif luoroacetate) (9CI) (CA INDEX NAME ) 

CM 1 



CRN 160938-86-3 
CMF C19 H15 N3 05 




N02 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F • C- C02H 

I 

F 



RN 160938-88-5 CAPLUS 
CN Carbamic acid, 

[ [5- t [ t [ (4-nitrophenyl) phenylmethylene] amino] oxy] carbonyl] - 

2-furanyl ] methyl] 1 , 1-dimethylethy 1 ester (9CI) (CA INDEX NAME) 
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RN 160938-89-6 CAPLUS 

CN Butanoic acid, 3- [ [ (1, 1-dimethylethoxy ) carbonyl] amino] -4- [ [ [5- [ [ [ [ (4- 

nitrophenyl)phenylmethylene] amino] oxy ] carbonyl ] -2-furanyl ] methyl ] amino] -4- 
oxo-, cyclohexyl ester, (S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




RN 160938-91-0 CAPLUS 
CN Butanoic acid, 

3-amino-4- [ [ [5- [ [ [ [ ( 4-nitrophenyl ) phenylmethylene ] amino] oxy 

] carbonyl] -2-furanyl ] methyl ] amino] -4-oxo-, cyclohexyl ester, (S) 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 160938-90-9 
CMF C29 H30 N4 08 

Absolute stereochemistry. 
Double bond geometry unknown. 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

I 

F-C-C02H 

I 

F • 



RN 160938-93-2 CAPLUS 

CN .L~a-Asparagine, N2- [N- [N5-[imino[ [ ( 4-methylphenyl ) sulfonyl ] amino] met 
hyl] -N2-methyl-N2-D-valyl-L-ornithyl] glycyl] -N- [ [5- [ [ [ [ (4- 
nitrophenyl) phenylmethylene] amino] oxy] carbonyl] -2-furanyl]methyl] 
cyclohexyl ester, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 160938-92-1 

CMF C50 H62 N10 013 S 

Absolute stereochemistry . 
Double bond geometry unknown. 



Page 47 



BEST AVAILABLE COPY 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F C-C02H 

i 

F 

RN 160938-94-3 CAPLUS 

CN L-a-Asparagine, N2- [N- [N2- [N- [ ( 1 , 1 -dimethylethoxy ) carbonyl] -D-valyl] - 
N5- [imino [ [ ( 4-methylphenyl ) sulfonyl] amino] methyl ] -N2-methyl-L- 

orni thyl ] glycyl ] -N- [ [5- [ [ [ [ ( 4-ni trophenyl ) phenylmethylene] amino] oxy] carbon 
yl] -2-furanyl]methyl] cyclohexyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
Double bond geometry unknown. 
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AB Title compels. [I; R31 = 5-14 membered (unsatd.) (aromatic) 
heterocyclic ring 

and N-oxide forms thereof; n, m = 0-3; Rl, R22 = H, (substituted) 
alkyl, 

alkenyl, alkynyl, cycloalkyl, bicycloalkyl , aryl, heterocyclyl ; R1R2, 
R1R21, R22R23 = atoms to form (substituted) carbocyclic ring; R2 = H, 
alkyl; R21, R23 = H, (halo) alkyl, alkoxy, PhCH2; J, K, M = amino 
acid residues; L = Y(CH2)vCO; Y = NH, alkylimino, 0, S; v = 1, 2] , 
were prepared Thus, title compound II was prepared as the 
trif luoroacetate salt 

via cyclocondensation of aminothiazoleacetate derivative III 
(preparation given) 

with BOC-D-Val-NMeArg(Tos)-Gly-OH. Title compds. inhibited platelet 
aggregation with IC50 f s of <1 u.M . 
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